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[If** 1 1 5* 

Hfci] 



R 1 




r;v*;vg-e&»K R 2 fi7fcSfKi\ ^n^>n^ Ci_6T;v^^*> Ci_6T 

[« 2 ] » i um?> 5-?-*- p-D-y^wyszs vmmwx 
[«Mfc« 3 ] s g l t 2 sttatsj^* & if jCT 2 fam^is^o 

[if** 4 ] ttR^X^Sl^^JE^^HiX**^**-?***** 3 12 
[0 0 0 1] 

[^©jRi-Aai^irt 

$&3I#2 (SGLT2) Off&tt^iaW-r^ 5-f*-j»-D-^3lf?yS/ K»# 

[0 0 0 2] 
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[0 0 0 3] 

;i/ n - 7s <Dnm * mm u ^ - * ogNft fci&i l r jfufcprFfiMB & 

fcrt^Sftfc (J. Clin. Invest., fg80#, 1037^, 1987#> EI #87%, 1510^ 

, 1987^) e -e-^^ z<oy)vn-7<DnmM)\ ^mmtmmmi^^ 

&&?&i-}>Vy&&ft&r)l'3-X®m$M&2 (SGLT2) KX&Zt tfW h ^ 
fcfcofc (J. Clin. Invest., f£93^, 397^, 1994^) 0 
[0 0 0 4] 

*U <©7nyj; yff#:#f§ £ fix v> & ( 3 - n y ^#M^WEP085094 
8"5§\ B!l^#i^:2rlSW0016866O-5§\ W00116147-^\ W00174834-^\ W00174835-5|\ WOO 
236602-^) o ttz. 7n-jy'>ii#liip^4t^^ *»^t4^'J3 

^*f^ffi^ilv>o ^--e, 7nij 5?>iH|#:i7 , n h'7vJnzLX&5-Lm.WM 

iroi**^ S *VT § (^IH#mJS20010041674-S§\ H«F^2rKW00127128-^ 

) o 

[0 0 0 5] 

3-^i:7x;-iH:©^-^y K*fr6i&fc KM?-* ffc^J »±— 50 * v> 0 L 
tztf^X, 5 - * - £ - D - 7fr 3 fcf ? J v KBt&#OSGLT2HiWfisffl 081" 
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[0 0 0 6] 

[&mm&k LXit-tz mm] 



[0 0 0 7] 
[0 0 0 8] 
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[0 0 0 9] 

T/i^HTCifciK R 2 ii7K*^T. ^ny>s?, Ci_ 6 r;v*;«> Ci_ 6 T 
;V3^yiUitKn^yCH7;v+;vit^^c ) 5 — f-ir-p 
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^f^Kfe^T, rC x _ y J fcf±> -e<7>^^<^x-y1i^^H : f-«r^ 
[0 0 11] 

fc: Kn^ryCi_4T^^;Hli> fcKn^r^i (-0H) t C I-4T )l> * ^mtf 
[0 0 12] 

flUxJ*. ^h^v^ ih^r~>^ -7°n*"*v^ ^ Vy*°n* 0 ^v^ n-7b 
'fyyf^vS, tert-y* h*v*£^*P&f ^tL^> 0 
[0 0 13] 

^7At, b'jif;V7>^-^A& 7*Det>|gt % r& 

m; 7;v^-n^m^> wbrhl xttt^ 
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[ft 3] 




[0 0 16] 

1,2,3,4, 6-^>*-0-7-te?-;l/- S-fi-D-^nH'y/-^ ( 
2) f*> D-^;U3-7^y-3, 6-9^ (1) ^f>8I^t«t^ii^ 

(Tetrahedron Lett. , H22%, 5061^, 1981^> J. Org. Chem. , fc3l£ 
, 1514^, 1966^) o 

[0 0 17] 
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lft7^;v^£®M£^1~&^^ s "^& 0- Chem. Soc. Perk in Trans. 1, 27 
63^, 199040 o EU&UmZMWLfrbS 0tt\ EJ£l$HIW:2 0 3^fc2 4I*N8 

[0 0 18] 

i - )U 5-ft-^-D-^3y 5 «r«jS-t-* -t^i^o 

[0 0 19] 

) fKT, tf^An^rvK, ^m^U^A. j^m-trv^A. f'Jxf;i/7 

C? %> O 

[0 0 2 0] 

Udfcfl] 

HJfeflll 

(1) 2, 3, 4, 6-f- b7-0-7W-5-ft-D-^V3lf7/- 
*(100 mg, 0.274 mmolk 2 -(4 -xfM>'^) -;V(117 mg, 0.548 

mmolk b U 71-^7^ >(144 mg, 0.548 mmol)^. tfTHFO mDofi^W 
fiat?, 9 Jx.*fr T V* )l>#* v V - h ( 4 0 % h 0. 24 ml) & 

< osiTLfco mat? 2 ommmwvtzmz, RiBm*i&mL&t>titzmg: 

**>';*^*5A^nvh^57-f- (^*-*f > : ff*^A-= 7 : 3) 
ffl^U ilfe^*^t0 2-(4-^;V^>'v;V)7a:-;i/ 2,3,4,6-xh^ 
- O - T-b^^- 5 — - p - D - ^;V3 y v K (12 mg) £#£ 0 
[0 0 2 1] 

1H-NMR (300MHz, CDCI3) : S 1.20 (t, J = 7.6Hz, 3H), 1.90 (s, 3H), 
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2.01 (s, 3H), 2.04 (s, 3H), 2.05 (s, 3H), 2.60 (q, J = 7.6Hz, 2H), 3.20 
-3.30 (m, 1H), 3.88 (s, 2H), 4.08-4.17 (m, 1H), 4.25-4.35 (m, 1H), 5. 
16 (dd, J = 8.9, 9.3Hz, 1H), 5.33 (d, J = 8.6Hz, 1H), 5.39 (dd, J = 9.3, 
10.4Hz, 1H), 5.62 (dd, J = 8.6, 8.9Hz, 1H), 6.94-7.00 (m, 1H), 7.04-7 
.14 (m, 6H), 7.17-7.24 (m, 1H) 
ESI m/ z = 557 (M-H) 
mp 114. 0-119. Or 
[0 0 2 2] 

(2) 2-(4-ifM>y»7x-)V 2, 3, 4, 6-f h7-0-T^f 
Jl/-5-ft-i8-D-^3tf7^y K(310mg, 6.555 mmol) t * * J ~M5 
m\)<7)m^^i- > V K(30mg, 0.555 mmoD&inx., Hfl^T 1 0 

(^nn*;VA : *?;-)V=2 0:1) i:tilU m&to*1k<oW&tt&m 
(170 mg) 

[0 0 2 3] 

1H-NMR (300MHz, Me0H-d4) : 8 1.19 (t, J = 7.3Hz, 3H), 2.58 (q, J 
= 7.3Hz, 2H), 2.88-2.95 (m, 1H), 3.29-3.31 (m, 1H), 3.55-3.60 (m, 1H 
), 3.74 -3.83 (m, 2H), 3.90-3.93 (m, 1H), 3.97-3.99 (m, 2H), 5.17 (d, 
J = 8.5Hz, 1H), 6.91 (dt, J = 1.2, 7.4Hz, 1H), 7.10-7.19 (m, 6H), 7.27 
(d, J = 7.9Hz, 1H) 
ESI m/z = 389 (M-H) 
mp 154. 0-169. Ot: 
[0 0 2 4] 



■Xffi. (Aanal Biochem 1984, 201:301-305) fB<RO^^i^ CXWU Ltz y v 

vwm^mm^m^mMm m&mm^mg/mD 5o,«L£37t;. 2^r/*^^ 

OmM Mannitok lOOmM NaSCNXfiKSCN, lOmM HEPES/Tris pH 7.4, D-glucose(l£ 



tBSE# 2003-3074546 



002-233015 ^ : 8/E 

M:0.1mM)> D- [6-3H] glucose (Amersham) 1 ^Ci£tS^LfcM;>i&150/zL£^J^*- 
rt:o 37lC-C5#l8IRJES*frofcfc> ^«^K*JfrLjfclA©»^Jhifc(l5<ta 
M NaCk 10mM HEPES/Tris pH7.4. O.SnMyu y -7>) £flq£T^j££f£jh£i2rfc 
EteKpore size0.45/im<^^>^V> - 7^;V^-(HAWP02500. Mi 1 1 ipore) & 

4. 5mLTtt»flL LT^«b f£#~> a > * 7 > 9 - (Beckman) 
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